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AB The title compds . [I; X - N or CH; R - imidazolyl or di (lower 
alkyl) amino ; 

Rl - (1) halo, nitro, cyano, carboxy, amino, mono- or di (lower 
alkyl) amino, lower alkanoyl, lower alkylthio, lower alkylsulf inyl , lower 
alkyl sulf onyl, or carbamoyl, (2) lower alkyl or lower alkoxy which may be 
substituted by halo, carboxy or aryl, or (3) phenyloxy which may be 
oubstituted by lower alkoxycarbonyl or carboxy; R2 - hydroxy, lower 
alkoxy, amino, or mono- or di (lower alkyl) amino; A ■ optionally 
substituted alkylene or 0-B (B being lower alkylene) ; provided the case 
wherein R represent e imidazolyl, Rl represents cyano, A represents 
ethylene and R2 represents hydroxy is excepted] , which have high affinity 
for AM PA receptor of non-NMDA receptor and high soly. and suppress 
audiogenic convulsion, are prepd. A glutamate receptor antagonist. 
NMOA-glycine receptor and/or AM PA receptor antagonist, a kainate 
neurocytotoxicity inhibitor, a psychotropic, and a remedy for ischemia 
contains I. Thus, 2, 4 -dif luoronitrobenzene wao added to a mixt. of Et 
glycinate hydrochloride, Et3N, and THF and refluxed for 3 h to give 71. 5% 
Et N- (2-nitro-5-f luorophenyl ) glycinate, which was hydrogenated in the 
presence of 10% Pd-C in Me OH and stirred with Et chloroglyoxylate and 

Et3N 

in CHC13 at room temp, for 1 h to give B0% Et 2- (7-f luoro-2, 3 -dioxo- 
1,2, 3, 4 -tetrahydroquinoxal in- 1-yl) acetate. The latter compd. was 
nitrated 

by fuming HM03 in coned. H2S04 to give 96* Et 2- (7- f luoro-6-nitro-2, 3 - 
dioxo-l,2,3,4-tetrahydroquinoxalin-l-yl)acetate, which wao heated with 
iMldasola in DMF at 120. degree, for 6 h followed by sapon. with 1 
N aq. NaOH and acidification with 1 N aq. HC1 to pH .apprx.3.5 to give 

the 

title compd. (II; Rl . N02) . The latter compd. and II (Rl . PhCH20) in 
vitro inhibited the binding of [3H] -AMPA to rat cerebral membrane sample 
^ with Ki value of 0.033 and 0.07 .mu.M, reap. A vial formulation contg. 

(Rl - N02> was described. 
IT 179010-91-4P 179011-16-8P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(prepn. of tetrahydroquinoxalinedione derive, as NMDA-glycine receptor 
and/or AMPA receptor antagonists, kainate neurocytotoxicity 
inhibitors, 

psychotropics, and ischemia remedy) 
RW 179010-91-4 CAPLUS 
CN Glycine, 

N- 15- (lH-imidazol-l-yl) -2-nitro-4- ( (trif luoromethyl ) sulf onyl] phen 
yl)-, l, 1- dimethyl ethyl ester (9CI) (CA INDEX NAME) 
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RN 179011-18-B CAPLUS 

CN Glycine, N- [S- ( 1H- imidazol - 1 -yl ) -4 - (methyl su 1 f onyl ) -2 -nitrophenyl ) - , 
ethyl 

ester (9CI) (CA INDEX NAME) 
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AB A class of iaidasolas is described, useful for treatment of 

inflammation and related disorders (arthritis, pain, and fever). Compde; 
of particular interest are I (Rl . (un) substituted alkyl, SH, substituted 
carbonyl or sulf onyl, aralkenyl, 2-thienyl, 2-furyl, 3-furyl, 2-pyridyl, 
4-pyridyl and 2-benzofuryl ; R2, R3 - (un) substituted heteroaryl, 
cycloalkyl, or aryl; R4 - H, alkyl, or acyl] and pharmaceutical ly 
acceptable salts. Examples include 95 compds. and their prepn., in vivo 
assays of 3 compds., and screening data of most compds. for selective 
inhibition of human recombinant cyclooxygenase 2 in vitro. For instance 
condensation of 4 -FC6H4CH2C02H with 4 - (MeS) C6H4CHO (50%) gave a mixt. of' 
cis- and trans-stilbenee 4 - (MeS) C6H4CH : C (C02H) C6H4F- 4 . Reaction of this 
with (PhO)2P(o)N3, followed by heating in PhMe and acid hydrolysis, gave 
65% 4-(MeS)C6H4CH2C0C6H4F-4. The latter underwent S-oxidn. to the 

sulf one 

(80%) ,alph*. -oxidn. with H2Se03 to an . alpha ., .beta . -diketone (60%), 

cyclocondensation with NH4QAc and CF3CH(OH)OEt (34%), to give title 
compd . 

II. In the ca r rag eenan- induced rat paw edema and analgesia tests, II at 
30 mg/kg orally gave 22% inhibition of edema, and 25% inhibition of 
hyperalgesic foot withdrawal. 
IT 177754-49-3P 177755-75-8P 177755-7«-9P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(intermediate; prepn. of laid* sol* deriva. as 
antiinflammatories) 
RN 177754-49-3 CAPLUS 

CN lH-Imidazole, 4- (4-fluorophenyl) -5- [4- (methylsulf onyl ) phenyl] r2- 
[ (phenylmethyl) thioj - (9CI) (CA INDEX NAME) 





177755-75-8 CAPLUS 

lH-Imidazole, 5- (4-fluorophenyl) -4- [4 - (methylsulf onyl) phenyl] -2- 
( trif luoromethyl) -1- [ £2- I (trimethylsilyljoxy)ethoxy] methyl J - (9CI) 

INDEX NAME) 
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HC3Si - O— CHa - CHa - O- CHa 




RN 177755-76-9 CAPLUS 

CN Benzeneaulfonamide, 4- [5- (4 -f luorophenyl) -2- (trif luoromethyl) -l- [{2- 

t (trimethylsilyl)oxy] ethoxy] methyl) -lH-imidazol -4 -yl] - (9CI) (CA INDEX 
NAME) 



Me 3 Si-o-CH 2 -CHa- 




IT 177754-43-CP 1777S4-94-8P 177754-99-3P 

, RL ! ^ C {Biolo 9 ical activity or effector, except adverse); BSU 
(Biological 

study, unclaasified); RCT (Reactant) ; SPN (synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) PREP (Preparation) ; RACT 
(Reactant or reagent); USES (Usee) 

(prepn. of imidazole derivs. as antiinflammatories) 
RN 177754-42-6 CAPLUS 

CN 1H- Imidazole, 4- (4 -f luorophenyl) -5- [4 - (methylsulf onyl) phenyl ] -2- 
( trif luoromethyl) - (9C1) (CA INDEX NAME) 
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RN 177754-94 -fl CAPLUS 

CN lH-lmidazole. 4- (3-chloro-5-methylphenyl) -5- [4- (methyl sulfonyl) phenyl] 
(trif luoromethyl) - (9CI) (CA INDEX NAME) 




RN 177754-99-3 CAPLUS 

CN lH-lmidazole, 4 - (3 -methyl phenyl ) -5- [4- (methyl sulfonyl) phenyl J -2* 
(trif luoromethyl) - (9CI) (CA INDEX NAME) 
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O 
II 

H ^"^> ' 

PhO— CH 2 , 




IT 177754-43-7P 177754-44-8? 177754-45-9P 
177754-44-0P 17'. 754 -47 -IP 177754-4B-2P 
177754-4J-3P L77754-50-CP 177754-51-7P 
177754-52-8P 177754-53 -9P 177754-54-0P 
177754-55-1P 177754-5«-3P 177754-57-3P 
177754-5B-4P 1777S4-59-5P 1777S4-C0-8P 
177754-41-9P 177754-C2-0P 177754-63-1P 
177754-C4-2P 1777S4-65-3P 177754-44-4P 
177754-S7-5P 177754-C8-CP 1777S4-C9-7P 
177754-70-0P 177754-71-1F 1777S4-72-3P 
1777S4-73-3P 177754-74-4P 177754-75-5P 
177754-7«-«P 177754-77-7P 177754-7B-8P 
177754-79-JP X77754-t0-2P 177754-81-3P 
177754-82-4F 177754-83-5P 177754-84-«P 
177754-85-7P 177754-86-8P 1777S4-87-9P 
177754-88-0P 1777S4-89-1P 177754-90-4P 

177754- 91-5P 177754-92-6P 177754-93-7P 
X77754-95-9P 177754-94 -OF 177754-97\lP 
3.77754-98-2F 177755-00-9P 177755-O1-0P 

177755- 02-1P 177755-03-2P 177755-04-3P 
17775S-05-4P 177755-0C-5P 177755-07-6P 
1777S5-08-7P 177755-09-8P 177755-10-1P 
177755-11-2P 177755-12-3P 177755-13-4P 
177755-14-5P 177755-15-6P 177755-K-7P 
177755-17-BP 177755-18-9P 177753-1J-0P 
177755-20-3P 177755-21-4P 177755-22-5P 
177755-23-CP X77755-24-7P 177755-25-8P 
177755-3C-9P 177755-37-0P 17775S-28-LP 
177755-29-2P 1777S5-30-5P 177755-31-4P 
177755-32-7P 177755-33-8P 177755-34-JP 
17775S-35-0P 

(Biological {Bi0l09lcal "tivity or effector, except adverse); BSU 

mot y (B?Sio^f ie ; > ; f P " (^hetic preparation); THU (Therapeutic use 
BIOL (Biological otudy); PREP (Preparation); USES (Uses) 

RN 1777?4 re J;: 7 ° f ciptu: Ml * d " 1V8 - " «*iin».-.tori.., 
CN 1H- Imidazole, 4 - (4 - f luorophenyl ) -5- (4 - (methylaul f onyl ) phenyl I - a - 
(phenoxymethyl)- (9CI) (CA INDEX NAME) 



RN 177754-44-6 CAPLUS 

CN lH-lmidazole, 4- (4-f luorophenyl) -5= 14- (metnylaulf onyl) phenyl] -2- (2- 
phenylethenyl)-, (E) - (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




RN 1777S4-4S-9 CAPLUS 

CN lH-lmidazole, 2- (2-benzofuranyl) -4- (4 -f luorophenyl) -5- [4- 
(methyl sulfonyl) phenyl ] - (9CI) (CA INDEX NAME) 




RN 177754-46-0 CAPLUS 

CN 1H- imidazole, 4- (4 -r luorophenyl) -2- (1-methylethyl) -5- [4- 

Kamal Saeed 



